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Solid-phase synthesis
• Commencing with a nitrophenyl disulphide, benzothiazole and 2,3-dihydro-[1,5]-
benzothiazepine derivatives have been prepared on solid-phase supports (Lee et
al., Tetrahedron Lett., 2001, 42(1), 109-111).
• Unsymmetrical phosphinic acids have been prepared on solid-phase by the
phosphinylation of a resin-bound aldehyde and subsequent phosphorus alkylation; a
reaction sequence that is very difficult to carry out in solution (Cox et al.,
Tetrahedron Lett., 2001, 42(1), 125-128).
• A three-component Stille coupling reaction on solid-phase leading to the
generation of diaryl ketones has been described (Yun et al., Tetrahedron Lett.,
2001, 42(2), 175-177).
• The SPOT synthesis technique, previously used for peptide synthesis, has been
successfully applied to the parallel synthesis of 1,3,5-trisubstitued hydantoins
(Heine et al., Tetrahedron Lett., 2001, 42(2), 227-230).
• The solid-phase synthesis of bicyclic [3,5,7]-1H-imidazo[1,5-a]imidazol-2(3H)-
ones from acylated dipeptides under Bischler-Napieralski conditions has been
described (Yu et al., Tetrahedron Lett., 2001, 42(4), 623-625).
Solution-phase synthesis
• Oxidative phenol coupling of tyrosine side-chains has been used a key reaction in
the synthesis of libraries of peptide dimers (Eickhoff et al., Tetrahedron, 2001,
57(2), 353-364).
• An efficient and general method for the liquid-phase parallel synthesis of
piperazine-containing ureas from polymer-bound carbamoyl chlorides and amines
has been achieved (Huang and Sun, Bioorg. Med. Chem. Lett., 2001, 11(2), 271-
273).
Novel resins and linkers
• A novel solid-phase synthesis of tertiary amines has been described, where
generation of the product was by iodide-catalysed cleavage of an N-O traceless
linker bond (Gustafsson et al., Tetrahedron Lett., 2001, 42(1), 133-136).
• Enantioselective Strecker-type reactions of aromatic and α,β-unsaturated imines
have been promoted by the use of polymer-supported binaphthyl ligands (Nogami
et al., Tetrahedron Lett., 2001, 42(2), 279-283).
• High-loading scavenger resins functionalised with triazine dendrimers have been
prepared and used in the purification of combinatorial products (Marsh et al.,
Tetrahedron Lett., 2001, 42(3), 493-496).
• A polymer-supported hypervalent iodine reagent has been developed and used for
the oxidative coupling of phenyl ether derivatives (Tohma et al., Tetrahedron,
2001, 57(2), 345-352).
Library components
• A five-step synthesis of a [5,5]-bicyclic reverse turn dipeptide mimetic scaffold
with utility for solid-phase and combinatorial libraries has been described (Qiu et
al., Tetrahedron Lett., 2001, 42(2), 145-148).
Library applications
• A library of optically active bicyclic tertiary amines bearing bridgehead nitrogen
atoms has been prepared and used to screen for chiral catalysis of asymmetric
alkylation (Uozumi et al., Tetrahedron Lett., 2001, 42(3), 407-410).
• Inhibitors of trypanothione reductase have been synthesised in high purity on
TentaGel resin using a safety-catch linker compatible with the biological assay
system (Orain and Bradley, Tetrahedron Lett., 2001, 42(3), 515-518).
• A library of novel cyclic alkoxyketones has been prepared on solid-phase support
and has shown inhibitory activity of the cysteine protease, cathepsin K (Fenwick et
al., Bioorg. Med. Chem. Lett., 2001, 11(2), 195-198).
• Solid-phase synthesis has been used to optimise an achiral amidinobenzyl indole
inhibitor of factor Xa (Heinelt et al., Bioorg. Med. Chem. Lett., 2001, 11(2), 227-
230).
